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[»*B13 HteS (I) 



R: 



0. B 




;i/yhyX 4 - X h*y - 5 - ^f^- 2 - **V tf 
'Jv/X 4— f y^D*+y-5-^fJl/-2-t+ 

Ri ££tfR 2 14, W— JfeS&ttftftO, fLT^n^ 

otjg^L, R 3 E4, 
[ft 2] 

o 

II 

H O-hP - O 



I 

OH 

[M**2] Ru R 2 £J;tfR 3 ^tHn+^T 

[aMfcH3] Ri WtSD, R 2 ^j:nCR 3 atfc 
FP + ylt*^ M«fl 1 E* ©4' - ^ ^ ^ ^ 1/ ^ > 

m^m4] Ri *±IXR 2 *«**T?*D, Ra flit 
HD^yl^l) Hf :JSS 1 HriSc <D4' - ^ ^ 3* 2 V * V 

U Ra Hn + ^T*§i*Jai ffi*^' 

m$me] 4' -^Wr/yX 
4* - ^ ^)V- 0 - d - u y "7 J i/)V? ^ y , 

4' -t^jvis^yy, 

2' -rttzs-f -^Wf/y>, 
4' -^M>yX 

2', 3' — ^rt F D —3' -x^->-4' -^^^^ v 
> 

m> i ^tciB«cD4' i?u**/\*ffim#&, « 



10 



20 



[»*«8] 

[ft: 3] 
RzO n 



HRSC (ID 




R 4 f4, 7yJW+yiSfc«AD^>Tfe 
R 5 , Re feictfR? 14, H— J&>S&ttftfcD3Bi5 

***&»47->;i'*Tf«aian&«*!ft*t, ->u;wt 
9 ] m&m 8 Kia«coHRsc an 

Mb 4] 



R 7 0n 




Rs , Re , Rt *«trXRs 14, R— #Sfctt 

^^t FD^yi©iii^trd5*iT^§] 

«f*, R 9 &a^SI:i0rt* 

ftT & ^ <h £ ft® IT & «jfi#& 
[0 0 0 1] 

[0 0 0 2] 

[«£*<&&*] ^;k?U4, KM*SA*fctoTJS^ 

4? -(7)A 0 ^->[4, (AID 

S) (CcfcO^S^nTV^o AIDSte, AIDS^ 
(HIV) fc<fcS«B7f, RSI^77'J 

*©«#*3»t^ , bft**liii«i*it*«ci 
f4, -tOftfttt^^Krfeoast^ S^g^^fifflf ^> 

ft, aids K#LT*«a:»»ft»4iia[anT^a:i'i 

[0003] ip^, i) Itch i vmiz^zfem, 2) * 
50 msmmz&zmm* 3) y^^>co^^T2bD, d 
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(3) 
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(AZT, EP 86307071.0) ^DDC (2', 3'-yft 
^X>^>\ P CT/US 86/01826) ^TTtC^Pl, 

<4«p|Bc:tfc:»ffiba:Wnaa:63teVi2:i, *&, d 

tat a t ^ 

[0 0 0 4] 

BlftffiBtt, «CD2\ 3', 5'ffiK:**LT*D, 4' fit 

^me>n, ii i vei^cdr^ )v^Mhvx<D^m 

[0 0 0 5] 

FRSMfc -Tfcfct>, (I) 

[0 0 0 6] 
[ft 5] 




[0 0 0 7] Btt, 7x^>> ^r^>, ^ 

X B-^fJ^hv'X 4-Xb^>-5-^f;i/- 
2-^Vt:'JvyX 4 — ( V r/ntf*^- 5 

)V- 2 -t+vifu^^x *&a> 5-><5 1 ;i/-2- 
fciaao, fiT^ntFn^yi, 

[0 0 0 8] 
[ft 6] 

o 

II 

H O-hP - O 



10 



30 



40 



K Q H ' n 

[0 0 0 9] ttO. 1 *&»3T?ft«) T?» 



4 



1. — «a; (I) ©SC*. Ri , R 2 ^cfctfRs **hF 
n^ylTS^ft&llo 

2. -flgiC (I) ©S^* Ri 3&«**T?*D, R 2 
rXR 3 ^hFD4^>ST&£ft-&%e 

3. (I) ©St** Ri ^oi:^R2 Wit* 
0, Rs «JtFD*^»5ft^* e 

4. -HKSt (I) ©it*. Ri *<fc^R 8 tf—mzfc-j 
T£S^£^U R 3 ^tFP+ylT*^ 



[0 0 10] 3 Z.n*><D>f)l-Zf(Dft^m?3Lfc 



4' - ^ j3-D-u#7^y >, 4' 

-^WJyX 4'-^J^yX 2' -y^^> 
-4' -^Wr; ^-^f^yx 2', 3' 
-^^b Hn-3' -^^v-4' -^g^l^s^&S 

[0 0 11] #3S9iG>*9afc:4' -^>W'>FB 

[0 0 12] *%W<Dfc&%J (I) SESIiLTfflV^ 

(i) *©»**&tts**m:, «AHas 

-C(=0)-W (SC** WBl*620«(OR*JH : f*'& 

*>£) ©#Jpfc<fcD7^;WbSnTVi*. mz»±v^ 

£0 S6fc*»!fl0ft'&lllH:*t-«* (I) T^Stl 
£ ft <&* CD * II £ Tz \Ztt&m CO 7 )V*)VX - r)VR&T 

[0013] m^wfcfFssnsittLTfi, «^.at 

JP*U±**JR& 7>^X^Affi, X^T^>& 

hUxW5>«, ^x?y-;V75>I, MJx* 

7a;x^;-M> y;^x>*^fe«x^k>>?T 



5 > 



tt* ^^u^K*. n/N^^S, vw>»*. 
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(4) 



[0 0 14] KT> *5BWKB«anTViS«4ra:«C!) 

***£^To flfl&fcf^^k x^;k 7nt!;k -f v 

r/ne;k :/^;k S3»^;k ^>^;k 

;k ^VA^s/jk rt^^k -fv^^^;k 5*^;k 

[0015] y;i/n4->Ste, -jttfcBsHJK^ftftTtt 

7^;mt sc-c(=o)-w (*w> wtti*^2o« 
>y-r;k 7xy^;k 7 9 

^n^ 0 Any>ll 7:y*, Jfok ft*, 3>>*£# 
[0 0 16] t HD*>'S<D«!!*t LTtl 

[0 0 17] Tyj^Sli^, — JKfct HD^rv'S© 

cdt, fifj^ttt, 7-fe^;k hgyjktc^ir^k ^> 

y-r;k yxv^M^ftf^n^o yUMSia 

hU^^;k>U;k bUX^yUJK S3jR^J^ 

7x-;k>y ;k h g -f y y p v g £> 

[0 0 18] 7iz*-;WRffiBXH, 2^tHn^> 

V7 p DtfU^>, x^g^>, ^UxX ^>y'Jr 
>»3S«*lf6n*^ l^^bHn+vSc^^^ffiaT 



¥6-8 0 6 8 8 



5 



are*, ^g>*K*«-&S3R2^*3R5i{c^sn, 
y^u » , ?7z> (2-r^/-6-^y^g 

[0019] ^i?>mmu^mmm^mmmz& 

ft*»a*>©tt, ^tfU^v>*. yby> 

(4 -75 y - 2 -^*^y if u ^ ^» * 
(2, 4-v^yh°u^» , 5-y?;k>h-» 
(4-7^y-5-y^;i/-2-^ytfu^>?» Jk 
z$?-^> (5-^^;i/-2, 4-v=^y tfg^» 

^SftSo *fc, ^^Tfffl$nw^h°U^y>i 
&«ih 4-X^y-5-^;h2-t+ 

ytiu^vx 4-< ry^n^v-5-y^;i/-2- 
y h° g ^ v >ms 5 - * ^jv- 2 - ^y t? g 5 ^ 

[0 0 2 0] **Wfc±titf, (I) 

[0 0 2 1] 




[0 0 2 2] Kt, R 4 U, 7i/)Vttzs&&rzW\ 

jBi, ssssi B7 y;i/St«is nfc«iiti 

«^©^ia0rt*Mb#:> 2fiif£^ g 

[0023] hks; (id T^$n^>«*«frST» 

0, R^ttK-HRSCdll) 
[0 0 2 4] 

[ft 8] 



RqO 




ReO 
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(5) 

7 

[0 0 2 5] K^k R 6 , R B , Ry £J;tfR8 te, 

^^co^ji^^D^^MbT§^\ £fcttRg 

[0026] — jfiscdn) (Dik^muffiftmiz&m-cfo 

mm (D it. (id T*anst*6, -ret 
a»o^KJ:oTiBtsn* 8 -rat)*, SKiis* 

a x ^ >K mj ;* u ;k h u :7;kt 

;k 1, ^>ifX h*XX y 

^r^i/x • fc-rCChem. Ber.) 114, 1234H (19 

8i^) , 7*^^y>», 

X^^-nXhU" (J. Org.Chem.) 39, 3654M (19 
nm, 39, 3660H (1974^)] c *frS«KH)#*A 30 

□**>ft;ltT*S«'& (HRSC (10 093;^ R4 rf*A 

n^c -20^-150 t;es#W£L<, 0 

iJ-^>f— ^P, rh7AFD>' l/^- (Tetrahedron Le 
tt.) 28, 5107H (1987^), +A^, ^ • ^ ^? 

•^f^ytiV'^XhU- (J. Med. Chem.) 34, 2 

286H, (1991*P)] o 
[0 0 2 7] x^MbCO^Tfttt, ^fllCO^S [A-b 

A— ^>h7>X7^ya > • I (J. Chem. Soc. Perk 
in. I) 1574H (1975^) ] , T&fr^, x^Mfcf 



#BS¥6-8 0 6 8 8 

8 

h7tFD77X y?nnw>?0», nflfcfl: 
1 7 V tf X V ^ n x h U 5 v# ^5£3i#J tf># 

txxrjw (Wxa^^>xji/*>ixxfjk 

x>x;i/2jx>Kxx^;k hU7Wnxw>Rxx 

T;]/^~^A, **fls*9*:J- h U 9 A, X— A-Y 

jitKAowaan*. 

[0 0 2 8] 2tt*irfr#tt, -TTtC^co^tC^^S 

-J (J. Org. Chem.) 53, 5170H (1988^), VXXU 

-J (J. Org. Chem.) 54, 4780H (1989^), U 

rfh7AFn>«l/^-j (Tetrahedron Lett.) 3 
L 3829M (1990^) WitfB^o 

[0 0 2 9] U>Kft:tt, -rT?fc»tt(0*ttfc«V^ b° 

u^>*, ^aji/U >8^xxfiV (^^>^;k 
«awa:4i»o*}Sti>Ttt» 5'-^;u>ixxfii/ 

tt, ryt-t;l/-^'^X7^«^X 
h U — J (J. Org. Chem.) 34, 1547M (1969^) fcE 

I$ti^ 5'-hUU>KxXT-;Ptt, 
r>?^-^ • - i> • TXU^J> • ^r^^;l/ ■ vu- 
Ir^ — J (J. Am. Chem. Soc) 87, 1785H (1965 

[0030] —m^ (i) T*an^xxT-;i/cos?fi^ 
tttt. t!Uv>*, 5£ (i) T?*an*fl:'&«rXtXMi» 

o, {b^« (i) ©m^WKw^ansxx^asjB 

[0031] ^< isxnznzm&mts &j&&&m* 
t>mft<DftMmm^m* mx.a* «w> am. » 
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(6) 

9 

ft, S^S, ^7A^D?h^77^- il^nvh 

[0032] *»iBo*fM»a; (i) <Dtt&m* ^ 
t, man. 

wmw , mm m^^sm. 7^ h-xstfrtx 

[0 0 3 3] a#ttft«0*fc ff*K»4«PT?«^ 

fis»fc*&tti»iiRi*iJcff5 2ia:feT*«)o aw 
fflifttim cnBMtiBire* 

fc86©R^*yv- (WAtflKtt^Ux^V^*^ 
F) *&tt**ftV^H^>©#UX5 t U>ftaiMS*:Tft 

«pia#o*-&, mama 



#BS¥6-8 0 6 8 8 

*J fc* ftrf 5 £ £ £ 5 o 

[0034] «#*tta^a»©sd\ s§#co^«, 

150mg/#:«kgT*^c Bfaott*S»Sftft[C»4, S« 
1. V < Rt 5 ~30mg/kg # 1 B 3 D 1 0* 

fc ^ft0Ottffl TfllT ft 5 c 
[0 0 3 5] 

(i) (Dfc&m, ^few^i^r/xxT-jK x 

[0 0 3 6] 

^SI^Jl 3, 5-y^>yJl/-4-h^D^W 
-1, 2-^V^Dt!Ufy-a-D-U^77y-X 
3-^>y;i/-4-hHD^fjl/-l J 2--YV:/ 
nh°U^>- a-D-U^y^/^X (40. 6 g) £N, 
N-^f;WA75H (DMF 350ml) tC?g#U 
-9rT*ilWfc:^HJ£A (5.3g) ft**fclD*.ft 0 % 
6nfc»«*MfiflET30»ai#«, &fc^>v;]/ (15.7 

U*^M7A^DTh^77^- (n-^\^>:@t 
1X^=4 : 1) Erj:^ISffiL, 3, 5-^>» 
-4-bFD + y^^-l, 2 — f Vy^Dtf Uf>- 
a-D-U#^^/-X (34.8g> 66%) 

ifi-NMFUCDCh) (5 (ppm ; J (Hz)) : 7.32(m, 1QH, Ph), 5. 
80 (d, J=3.7, 1H, 1), 4.79(d, J=12 5 1H, PhCH2),4.65 
(dd, J=3.7, 5.4, IE, 2), 4.55(d, J=ll, IE, PI1CH2), 
4.51(d, J=12, 1H, PhCH 2 ), 4.47(d, J=ll, IE, PhC 
H 2 ),4.29(d, J=5.4, 1H, 3), 3.95(d, J=12, 1H, 6), 
3.85(d, J=12, IE, 6),3.61(d, J=ll, IE, 5), 3.56(d, 
J=ll, 1H, 5), 1. 65(s. 3H, CH 3 ), 1. 36(s, 3H, C 

H3)o 

[0 0 3 7]||JS«2 3, 5 --J^y-J)V-A-B — 
H^^Iz-l, 2-^V^DHUr>-a-D-U^7 

mmm 1 nfeffl^w (33. 6g) s ;i^x > (soom 1 ) 

t7*hxhu;K4oomi) te*#u -f^^y-;v (2 

2.9g), hU7xx;^^7^X88.1g) 3 ^^(32.0 

g) Sftl*72l*BBllllJft3B«L&. JE*«££iB£T?frai 

#Lfe c mmm*iM (Mgso 4 ), is^y 

18X^=5 : 1) 3, 5-v^>^;i/ 
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(7) 

11 

-A-B—Y^)V-l t 2 -fV^DKUT> a 
D-U#7?/-X (33. 8g, 79%) ft*e»lttft£L 

^-NMRCCDCh) 5 (ppm ; J (Hz)) : 7. 30 (m, 10H, Ph), 5. 
72(d, J=3. 7, 1H, 1), 4.73(d, J=12, 1H, PhCE2),4.60 
(dd, J=3.7, 4.9, 1H, 2), 4.59(d, J=12, PhCH2),4.54 
(d, J=12, 1H, PI1CH2), 4.48(d, J=12, 1H, PhCH2),4.2 
5(d, J=4.9, IE, 3), 3. 95 (d, J=ll, 1H, 6), 3.56(d, 
J=10, 1H, 5),3.48(d, J=10, 1H, 5), 3.46(d, J=ll, 1 

H, 6), 1.62(s. 3H, CEb), 1.32(s, 3H, CEs)o 10 
[0 0 3 8] ^1M3 3, 5-p^>PJU- 1, 2- 

-rV7 p nh°UT f >'-4-^^;!/-a-D-U^7^y- 
X 

*#ft HJ:/?;i/xx (24. 7 g) t 2, 2' -rytfx-f 

V^DX HJ;]/ (AIBN 1.40g) <£> h;^X>(300m 

0 »«ft6(rcfciirt»u *ffi^i2T#^nfcffl«» (2 
i.7g) coh^xxioomi) mm&mTisfro Rjfcm&i 

^M7A^DYh^77^ (n-^\^>:jS¥K 
X^;i/=7 : 1) T*fSU 3, b-^>i^)V- 1, ^ 
2 -^V7 P Dt:Uf>-4-^^-a-D-U*77 
/-X (14. 7 g, 90%) ^fe^ft^bT^fe. 
^-NMRCCDCh) 5 (ppm ; KHz)) : 7.30 (m, 10H, Ph), 5. 
73(d, J=4.2, 1H, 1), 4.76(d, J=12, IE, PhCH2),4.61 
(dd, J =4. 2, 5.1, 1H, 2), 4.56(d, J=12, PhCH2),4.50 
(d, J=12, 1H, PhCH 2 ), 4.43(d, J=12, 1H, PhC&M.O 
8(d, J=5.1, IE, 3), 3. 37 (d, 1=11, 1H, 5), 3.23(d, 
J=ll, IE, 5),1.62(s, 3E, CE 3 ), 1.39(s. 3E, CH 3 ), 

I. 33(s, 3H, CEOc 

[0 0 3 9] 5g«0B4 1, 2-y7tfjl/-3, 5-30 

/3-D - u^^y-x 

mmms^zntzmm (i4.og)*#i«(2oomi) \zm 

#U MT***«(22.4il)i:»j«<190jxl)SaiA 
Vh^77^- (n-A^it> : mWt^)V=5 : 1) 

tSSl> l, 2 -i?Ttt)V-3, 5-^>^;P- 

4— ^^V-fl-D-ysp^^Z-X (12. 6 g, 81%) 40 

^-NMR (CDCh ) 5 (ppm ; KHz)) : 7.29 (m, 10H, Ph), 6. 
09(s, IE, 1), 5.34(d, J=5.1, IE, 2),4.62(d, 1=12, 
1H, PhCH 2 ), 4.49(d, J=12, IE, PhCfo ), 4. 47(d, J=12, 

1H, PI1CH2), 4.43(d, J=12, 1H, PhCE2),4. 30(d, J=5. 
1, 1H, 3), 3.39(d, J=10, 1H, 5), 3.32(d, J=10, 1H, 

5),2.10(s, 3E, Ac), 1.84(s, 3E, Ac), 1.31(s. 3E, 
CH 3 ) 0 

[0 0 4 0] H»W5 N e -^>V/^;|/-2' -Ttt 
;i/-3', 5'-y^>yiM'-^Wf;y> 50 
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N 6 -^>y-r;i/T^X>(300ml) <D^\^^)V-Jz/ 

yify (i4mi) mmmz hu^wppy7> (0.72 
mo &M7L-mmmmvtc 0 mfflv^v*^^ 

fc$Pt£f? (400mg)£l, 2-y^UDX^> (20ml) fc 

mM^. ***ft»2xX(i60tf DSiPAfc. j:©** 

^60 < CT4BfffiitJ|^ti^U> 1, 2-y^DDX^>7? 

fc 0 *&n&**ftir9-f hftffl^iltifiU #«Sft:# 

**«SKv^->»>A(MgS04) Tttjft, «Jffi2t 
ffift. Sg^yUMM7A^DYh^7^ (# 
nnWA : J — )V : HtKx?^ : n-<v*rU->= 
50: 1 :20:10) TjftRU N 6 -^>V-f ;i/-2' -7 

■fe^-a', 5' - v^>^;]/-4' - ^fjV7fy^>(4 

OOmg, 71%) *«*ft««*iLT#& 0 
^-NMRffDCb) <5 (ppm ; J (Hz)) : 9.21(br, IE, NE), 8. 
76(s, 1H, 2), 8. 36(s, 1H, 8),8.02(d, J=7. 1, 2H, P 
h), 7. 52 On, 3H, Ph), 7.32(m, 10H, Ph),6.36(d, J=4. 
2, 1H, 1'), 5.89(dd, J=4.2, 5.4, 1H, 2'),4.62(d, J 
=11, IE, PhCE2), 4.55(d, 1-5.4, 1H, 3'),4.51(d, J= 
11, 1H, PI1CE2), 4.49(d, J=12, 1H, PI1CH2 ), 4. 44 (d, J 
-12, IE, PI1CH2), 3.56(d, 1=10, 1H, 5'), 3.37(d, J- 
10, 1H, 5),2.10(s, 3H, Ac), 1.35(s. 3E, CE*)* 

[0 0 4 1] mti&MG 4' -pWI/TtV V> 
**«5T#Snfc»«« (370mg)^taWT>^-T- 
*#J-)V$m (25ml) SfflT16l$|iSJ«#b 

)V : mmx-^fy : n-«M>t}->=20 : 2 : 15 : 5) 
SU 3', 5' - y^>yJI/-4' -^fJI/7ryy>(280 
mg, 99%) ^ifigitltifc. 3', 5'-v^>v;l/ 
-4' -^fJV7T/^> (270mg)^«#:r>^xT(30m 
DfcMBU <feK^HJ^A (70mg) £fln*_-40 < CT10 

®*J<Z)T>^X7£ig£Lfc 0 

1) fc<fcDW»U 4 J ^>(113mg, 68 

%) S*ifiiBSi:LT#fco 

1 E-NMR(D 2 0) d (ppm ; J (Hz)) : 8. 18(s, 1H, 2), 8.09 
(s, 1H, 8), 5.90(d, J=7. 3, 1H, l').4.88(dd, J=7.3, 

5.4, 1H, 2'), 4.21(d, J=5.4, 1H, 3'),3.56(s, 2H, 
5'), 1.19(s, 3H, CH3 ) 0 

[0 0 4 2] mmM7 V -Tt^Jl-V, 5'-^> 
v^-4' - 0 - D - U tfy 7 / y 

(3. Og) (D^\^^^)WJ^y1f> (50ml) jR» 
m\Z h U ^ UUi/yXl. 5ml) £ JP^-SfeilP^Jl 

#&nfcs»t^iWW47?»snfcjfi««& (5.ig) s 

l, 2-y^anx^> (50ml) (c^MS, h'J^V* 
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nf|«HJx^;i^u;K4.omi) <di, 

^>(iomi)«wftiuA&. si©»ttsaia7f2Wfra** 

Tj5fe#bfco #«IJi^^*JfSKv^*->ii7A (MgSOOT 

^:7>f — (^nn*M : y^y — ;V : ffim^il : n 
-• / \+*>=50 : 1 :20:10) tSll> 2' -7ir^;P 

-3', 5' -^>v;i/-4' -y^;p-/3-D-ytf:?^ 

/yJ^> (5.4g, 91%) ^SMitlTifec 
^-NMRCCDCh) 5 (ppm ; J (Hz)) : 8. 49(br, 1H, NH), 7. 
52(s, IB, 2), 7. 33(m, 10H, Ph),6.20(d, J=4. 6, 1H, 
1'), 5. 38 (dd, J=4.6, 5.9, IE, 2'),4.63(d, 1=12, 1 

H, PhCH 2 ), 4.48(m, 3H, PhCH2), 4.31(d, J=5. 9, 1H, 
3'),3.61(d, J=10, 1H, 5'), 3. 38(d, J=10, 11, 5'), 
2. ll(s, 3H, Ac),1.51(s. 3H, CH 3 ), 1.28(s, 3H, C 
Hs), 

[0043] mmrns $ p-v-v^y? 
mmm7^ &n&«iw» (3.7g) ftttwr^xr- 

Kxf;|/ : n-'V* 1 *>=40 : 1 : 30 : 10) T?»SU 
3', 5' -i?<^>i?)l-4' -*<f>JV- 0 -D-U#75y 
(3.3g, 98%) fttSfettatUT#&. 
[0 0 4 4] 3', 5' -^>^;V-4' -^JV- 

-vtfy^/isj^^y (2.3g) £y^y— ;K300mi) 

fc«tfU /^^A-JS (l.Og) )!fcK*Jn^***x 
ftflET^ft^L-fc. tttt£ttttU ttEEfttBtt, y^y 

(1.3g, 93%) ^teiSItLTffeo 
^-NMRCDsO) 6 (ppm ; J (Hz)) : 7.65 (s, 1H, 2), 5.97 
(d, J=6.4, 1H, 1), 4.50(dd, J=6.4, 5.9, IB, 2'), 4. 
21 (d, J=5.9, 1H, 3'), 3.62(s, 2H, 5'), L89(s. 3H, 
CHs),1.27(s, 3H, CH3) 0 

[0 0 4 5] MMfflS 2'-Ttt)\s-3\ 5' ~v^> 

v;i/-4' -y^;i/^u^> 

*1W7 tR*fcKJ6t«3HftffV\ ^^->;K320mg) 
i*J6W4Tf#6nft:jft*C* (910«)i*62' -7ir5P 
;l/-3', 5' -^>^-4 s -y U^>(950ag, 
93%) SiMStLT^fcc 

^-NMRCCDCh) 5 (ppm; KHz)) : 8.95 (br, 1H, NH), 7. 
49 (d, J=8.1, 1H, 6), 7.32(m, 10H, Ph),6.20(d, i=4. 
6, 1H, 1'), 5.75(d, J=8. 1, 1H, 5),5.38(dd, J=4. 6, 
5.9, 1H, 2'), 4.62(d, J=ll, 1H, PhCHz ) , 4. 51 (d, J=l 

I, 1H, PhCH 2 ), 4.49(d, J =11, IB, PhCB2),4.43(d, J= 
11, 1H, PI1CH2), 4. 31 (d, J=5.9, 1H, 3'),3.61(d, J=l 
0, 1H, 5'), 3.38(d, J=10, 1H, 5'), 2.10(s, 3fi, Ac) 
1.28(s, 3H, CH3)c 

[0 0 4 6]^IS6«10 4'-/WJy> 
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>(330mg, 82%) ftaH€MMIiLT*fc:. (Mr/—)l 

1 H-NMR(D 2 0) d (ppm ; J (Hz)) : 7.35 (d, J-8. 1, IB, 6), 
5.96(d, J=6.4, IB, 1'), 5. 85(d, J=8. 1, 1H, 5), 4. 4 

9(dd, J=6.4, 5.9, IB, 2'), 4.21(d, 1=5.9, 1H, 3'), 

3.60(s, 2H, 5'), 1.26(s. 3H, CH3) 0 
[0 0 4 7] mWftll 3', 5' -i?^yi?)V-2 -tt 

*z/-4' -^fJF7fVy> 

5V:x>(620mg) L4- (y^W^;) tfUv> 
(DMA P 490mg) <DT±b~bV)V (80ml) mmzZ 

nD^/^»7xx;K280/zi)&j»TU 

dtM,A : y r^y-Jk : »Sxf;P : n -A^1t>=2 
0: 2 : 15: 5) till, 3', 5' - P^yp)]/-? - 

7x^yf^Mxjy-4' -y^;VT^y v>(600 

a? mg. 75%) ^Kfi«fttLT#f:c 

[0 0 4 8] Tkmit h U ^;l/XX(584mg) t 2, 2' - 

Tytfx-Yy^nxhu;^ (aibn i60mg) cdmi/ 

X> (30ml) ««£60t;fcM&U 3', 5' -^>V)V 
-2' -7x;4 L yf«Mx^-4' -^»7r;y 

>(600mg) ©h^X>(15Bl)»«e«TU&- 

*yM7A^DVb^77^- (^nDWA:^^ 
;l/ : §IX?JI/ : n-^*U->=20 : 2 : 15 : 5) 
TfSKL, 3', 5' -i?^>i?)V-2' -7*^^-4' -y 
30 ?;l/7^y ^>(140mg, 31%) £8Btfiffltt*il/T# 

1 H-NMR(CDCh ) 5 (ppm ; J (Hz)) : 8. 33(s, 1H, 2), 8.17 
(s, 1H, 8), 7.33(m, 10H, Ph),6.42(dd, J=6.4, 5.9, 
1H, D, 5. 56 (br, 2H, NH 2 ),4. 61 (d, J=12, 1H, PhC 
H2), 4.56(d, J=12, 1H, PI1CH2 ) , 4. 51 (d, J=12, 2H, Ph 
CH2 ) , 4.41(t, J = 5. 9, 1H, 3'), 3. 59 (d, J = 10, IB, 
5'), 3.46(d, 1=10, IE, 5'), 2.70(m, 2H, 2'), 1.33 
(s. 3H, CH 3 )o 

[0 0 4 9] mMM12 2' -Tt^ry-4' - t^JVTy* 
40 y v> 

3', 5' -v f ^>v;i/-2' -tt*i/-4' -^)V7^/ 
v> (140mg) %mfoT>*:~T (14ml) fc!R»U 
±HJ^A (50mg) ^JP^-40 c CT10^p H m#Lfc o # 

T^^5&Lfc 0 M$MI»i^UYh^77^ 
(^pp*;1/A : y^y-;i/=7 : l) fciOKMHU 

4'-^Wf/y> (28mg, 34%) ^8SJ)tfi»*tL 

1 H-NMR(D 2 0) d (ppm ; J (Hz)) : 8.27 (s, 1H, 2), 8.14 
50 (s, IE, 8), 6.39(m, IB, 1'), 4.61(m, 1H, 3'), 3. 63 
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(s, 2H, 5'), 2.92(m, 1H, 2'), 2. 62 On, 1H, 2'), 1.2 
6(s 3H, CHs) 0 

[0050] nmmiz 3\ 5' -^>^;i/-4' -^^ 

«*WlliW«fcRJ6i:«l!fttTV^ 3', 5'-^>y 
;v _4» _^ ^;^^^>(240mg, 41%) ^SJjtfifflJKft 

^-NMRCCDCh) (5 (ppm ; I (Hz)) : 8. 27 (br, 1H, NH), 7. 
66(d, J=1.2, 1H, 2), 7.32(ni, 10H, Ph),6.27(t, J=6. 

1, 1H, 1'), 4.62(d, J=12, 1H, PhCH 2 ), 4. 56 (d, J=12, 
1H, PI1CH2), 4.52(d, J=12, 1H, PhCIk ), 4. 46(d, J=l 

2, 1H, PhCH 2 ), 4.29(dd, J=5.6, 6.6, 1H, 3') ,3. 65 
(d, J=10, 1H, 5'), 3.49(d, J=10, 1H, 5' ), 2. 51(ddd, 

J=5. 6, 6.6, 14, 1H, 2'), 2.26(ddd, J=5.9, 6.6, 1 
4, 1H, 2'),1.55(s, 3H, CHs), L26(s, 3E, CH3)« 

[0 0 5 1] mmmU 4' -^)V^-J> 
*Jt«13T?#Snfciftttft(220Bg) (40m 
1) IzmML, A o ^^ 1 >A-M(200mg) jtMK&ftlX.2lC?R 
UxmrnT^MWlsfc, ttl^llb, MEEMttfe # 
^fflSJi^DV VfyVA— (^DD5^;PA : y^y — 
;l/=7 : 1) fc^DflMU 4'-;*^;W^^> (30m 
g, 23%) ^ifiMStbT#fe 0 
1 H-NMR(D 2 0) (5 (ppm ; J (Hz)) : 7.68(s, 1H, 6), 6.24 
(m, 1H, 1'), 4.47(m f 1H, 3'), 3.63(s, 2H, 5'), 2.47 
On, 2H, 2'), 1.89(s. 3H, CHs), 1.22(s. 3H, CHs) . 

[0 0 5 2] %mm> f-rWA'-?, 3'-?rt 
HP -3' -<r=MrS/-4' -^^;^^^> 

^iii«8*r#e>nfcfi^(2oomg) ^r^h^hu^ do 

ml) tr?SSU JP^M«lT^ft7^5 1 ;i/(350Ml)^« 
TIL RfcfMBWaMfc&^&ft* Sfii-W&UU 

6n&s»ft^^/-^ (25mo wm-m& 
& d.og) fti&Aiarc'i mmfstwisTco at»& mm 

>=40 : 1 :30:10) tSlL, b f -T±^)\/-2\ 3' 



(9) #M¥6-8 0 6 8 8 

16 

ft^> 4' ^fJI/f^^> (44 
mg, 25%) ^m^^thXWco 
l H-NMR(CDCU) 5 (ppm ; J (Hz)) : 7.33 (d, J=1.2, 1H, 
6), 6.99(dd, J-2.0, 1.2, 1H, l'),6.23(dd, J=5. 9, 
2.0, IB, 3'), 5.82(dd, 1=5.9, 1.2, 1H, 2'),4.36(d, 
J=12, 1H, 5'), 4.06(d, J=12, 1H, 5'), 2.09(s, 3H, 
Ac),1.92(d. J=L2, 3H, CHs), 1.38(s, 3H, CHs) . 
[0 0 5 3]^|Jffi«16 2\ S'-yftFD-S'-f* 

10 £««15T#Sftft*Sa (44mg) ^iSl7>^7-^ 

sf^y^f — »nD*jl/A : y^y-;v=io : 1) T*jf 
BU 2', 3'-yfhFd-3'-r^y-4'-^» 
5 1 ^> ? > (21mg. 60%) ^tfiffiibtifco 
1 H-NMR(DMSO-d 6 +D2O) 6 (ppm ; J (Hz)) : 7.30(s, 1H, 
6), 6.80(dd, J=2.0,1.2, 1H, l'),6.20(dd, J=5. 9, 2. 
0, 1H, 3'), 5.81(dd, J=5.9, 1.2, 1H, 2 , ),3.85(s, 2 
H, 5'), 1.71(s. 3H, CHs), 1.35(s, 3H, CHs) . 
20 [0 0 5 4]^g|ffi«17 5' -T±^)l-2' , S -z?<r\l 

^JS^8T^^nfe^^ H (200mg) S^h^K^^ 
(2ml) fc!«»U h;i/X>X;V^>K (llmg) SrSox. 

(3.8mg) Sim** leWim «J±SffiLfco ft 

6n«:si«Eft«*iwi(sii) izMMv, 2mmi)mwwi 

n-A^1t>=40: 1 : 30 : 10) TfWRU 5' -T"fe 
^ ^;l/-2', 3' - y f t F D - 3' -rt* y-4 r - ^ ? 

(31mg, 18%) £*fi»ft£LTft&. 
1 H-NMR(CDCh) 5 (ppm ; J (Hz)) : 7.33 (d, J=1.2, 1H, 
6), 6.99(dd, J=2.0, 1.2, 1H, l'),6.23(dd, 1=5.9, 
2.0, 1H, 3'), 5.82(dd, J=5.9, 1.2, 1H, 2'),4.36(d, 
J=12, 1H, 5'), 4.06(d, 1=12, 1H, 5'), 2.09(s, 3H, 
Ac),1.92(d, J=l. 2, 3H, CHs), 1. 38 (s, 3H, CHs) 0 



(si) mt. ci. 5 m&mn fftH&wm^ fi m&&mm 

C 0 7 D 473/18 
473/30 
473/34 
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19/20 



—1719 



